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^ (57) Abstract: An aqueous liquid preparation containing 2-amino-3-(4-bromobenzoyl)phenylacetic acid, its pharmacologically ac- 
ceptable salt or a hydrate thereof together with an alkyl aryl polyether alcohol -type polymer such as tyloxapol or a polyethylene glycol 
fatty acid ester such as glycol monostearate is stable and an antiseptic contained therein, if any, can exert a sufficient antiseptic efifi- 

00 cacy over a long time. Therefore, the preparation is useful as an ophthalmic drop for treating palpebritis, conjunctivitis, scleritis and 
postoperative.inflammation. It is also useful as a nasal drop for treating alleigic rhinitis and inflanunatory rhinitis (chronic rhinitis, 

^§ thickening ihinitis, nasal polyp, etc.). 
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nj^j^mMomrnxmrnizm-^nx^^^ (rmiBi<Dmm2 0 0 u. 2 0 0 i^m. 
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%S:^^i:m*S?g^i:. 2 0 0i¥5>^llS, p. 2 7-2 9)o 

5 . 2 - 7 ^ / .- 3. - .( 4 - o ^5:^ y-r.;)/) k -:;np^<D^^'fb:d^*lil.& nT.. 

(#fl^^2 6 8 3 6 7 6-^^ ^if^SU S 4 . 9 1 0. 2 2 5-^), 
^tz.±.m^^<Dmm\iz\^'T. #B^^2 9 5 4 3 5 6;^ (^^SU S#g^ 5-. 

6 0 3,9 2 9-^. 5. 6 5 3, 9 7 2-^) mmmmu.mz.t}im'\&-m 
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5;..V^ab?>.-l;f3 a.) *rc«. <2) .4c|am(^7K14?^^J. . -. . - ••- 

(4) x.^u>^v :2-Mmm:i^:^'r)i'p<Dmmmommm^i 2~i . 

8Tafe§±fB (1) l3m<??7KttM^J. 

(5) #Ux5=-l/>^Un— ;H^Jtemx7.^;i//^)^'^yx^TU >i?>i^Ux5=-l/ 
>iJ7^U3-;i'-ea&^±lB (1) (4) iztm(D7i^^tmL 

10 (6) t;w1/TU— ;i/5j^Ux-5^;i/y;i/n-;i/^7i^U-T— (DJiS«TISjgS 

(1) ~ (3) (D^^-rnrnzmmoTi^^mnL 

(7) #UX5"k>:JfU3-;Hiii»i!XX7";K^«S«TRSJ^S3&^0. 0 2w 
/v%T^ ±IS«S*to. lw/'v%0||ffl>i>>S>M^$nS±l3 (1). (2) 

15 (4) (DVi-rn/e>^i;iiBm®7jctt?^^j, 

ma^6<jtcfi^^"e#sii^;'bt*^ne»<D7K?p«^®jim*o. oi~o. sw/ 
v%Ta5§±is (1) - (7) <D\,^irm^\zmm(D7mmm. 

(9) l»0^J<hbTm^>if;i^nx'^A&^Wt-^±f3 (1) ~ (8) (D\,^ 

(10) 2-T^y-3- (4-:/D^^>y-r;v) :7xx;n^momsi^6«j 

{CfF#T#§4i;&^:^hU'i7A:^T^^±IB (1) - (9) (DV^-mj&^lClBtfeO 
(1 1) 7fcfS?jS^JOpH*t7~9<Dfgffl|^T^S±S3 (1) ~ (10) ©Vi-f 

25 m^fcsBmc^TKtt^^j. 

(12) 7K'l4?^J(Z)pH;&^7. 5~8. 5 ©^fflF*31?ab§Jtt3 (11) fclBm 
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(13) j^mmx^^^^'B (1) ~ (1 2) <D\,^rm^zmm.(D7i(.^mM> 

(1 4) j^mmv^^JiB (1) ~ (1 2) 0ViTnA^twiB«tO7Ki4^s^j. 

(1 5) 2-T^y-3- (4-^a^^>'M)V) .:7a:n;v@^m-^hU^7A • 
7i^i^m> :feJ;C)C^:yx7=-TU>m^Ux5^l/>^U:3-;i/0. 0 2w/v%~ 

0. iw/vx^^m-r^^BM. 

(17) 2-T5/-3- (4-:/a^^>'\/-r;v) yx.:=^)vmm%i^<\'i^ 

(18) 2-rB.y-s- (4-:/p^^>y-f;w :7x:=:;i/@im'bb<j« 
izm-t^. 

:^mm\z^n\t. 2-t^/-3- (4-yn^^>y-r;v) :7xx;i/i^m 
}t^(Dmmmm\zf^m'v^^M^Tc\t^n^<D7i^m<^^'^^'fr^7i(iB.m 

*fct«y7.5^TU >^#ux5^i/>^U3— ;i/;^^<;)7j^ux^i/>:^U 

zi-;H!iafrmx7.5^;i/2r@a'&t-SIltl-J:D, 2-T^/-3- (4->^C3^ 
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• 'v±i)^^x. :^mm<D7i^^tmnt: m^^^M.m.mt:Cx\ mxmm^^.^ 

m\z'^^x^^mt. mx\-3i. ^^mbss 2-2 3 052^ (*ffsus#ft^4, 

0 4 5, 5 7 6^) mm(D-:f5^^fc.\'X^n\zm\:'tczf3mzxy)m'MMm't^z. 

im^^tX^xn^n^o 7Kfo%tbTHfi»!;^tfl/27KfP%. l7Kfntf. 3/ 
2 7K?atj;^ EtmTT^-^n^ifi. 3/2 tK^^^AW* b Vi, 

i^m^oiii'mmwz^^^x. 2-Tsy-3- (4-yn^^>\/-r;v) :7 

S (JiS^Uffl) 51^. 0. 0 1w/v%~0. 5w/v%Sm^ ^f*b<» 
0. 0 5w/v%~0. 2w/v%ig^, i|#lC$?*b<JAO. lw/v%@SiU 

-eefflsfi^j. jii!S:3gJK©@micisbTjii:iiM-r^co/&t^fiF*bv>„ 
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-rv:/^jw$> s.e c t e r t =yifuzr^)\^ 

1 -x.^)],^u\d)Vm. 4 - ^:)V^>^)Vm. 1,1 2 , 

1, 5->'^5^;i/^^>';i/*. 1. 1. 3. 3— T-h^p^5=-;i/r7'^;i'S/^i') 

T ;v4=-;i/T u — u x— u -t— ©t u -;i/«y aix;i/ 
B^dW^bv^o #ux-7=-;WT;V3-;i/tbTti. (CH2CH2O) x 
H (ie4'®x«5~i 0 o<DmWi^^^o) T^^n^Ti^ux— xji/t;!/^-;!/. 

;i/ (Tyloxapol) 30«#(;iSF^bVi„ 
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1?=(CH2CH20)xH 
. x=8-10 . 
ni < 6 



5 mmm^'s.mm^i 2-1 s (Dmmmit)m^v^\ Mi^mih^mtvx\t. 

-^K >^^^U;H!5j^Ux5^l/>^Un-;K i^:^W >m5J^Ux5^l/>i/U 
10 3-;v?5:^5&t#frf e»n§o ^ne>(D'5-^^yx5=-TU>m^Ux5"l/>iJ^U3 
—)\/im'^\^<. ;^^TU>'®?3i?U:r=^^^/;V4 0 (Polyoxyl 40 stearate) ifi 

^7X7^TU>i?x;^-T-;i/T> CiyHggCOO (CHgCHgO) „HTS$n. 

t^>i?-;^©•^wa (j«|gH) riso. o.i. o. o2*fe«o. 0 3w/ 

v%@^> ±1^0. 0 5, 0. 1. 0. S^fcfiO. 5w/v%5g^. $fSb< 
20 ^TRSO. 0 2w/v%@^. ±PIO. 0 5w/v%ig^T^-5, 
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^0 . 1 w/y:%mm., m-M v Oitym 0 . ■ a 2 w/ v %mm, .±.mo • q 5 w/ 

A. m.ih:fy^J^2^. ^v±V>. '7>-h-;K v;nfl — zfY^ 

ymmmnu :^^mmmm> ^:n>mmmm. m^mmmm. mmmmm. 
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MJBElt^&^O. 8~1. 2igmi-75:^itSf-@H^l^^ i^«^J^*0. 01~2w/ 

v%mm. '^Mitmto. i~i ow/v^gm-r^^. 

2^^BJ<07Ki4?^^J«> taifiLl&i^ m^^t. tih. ^^yb. •^'^^T.. 
^zy. -fp?. ^ZD^f) J3ffiffi-r^;i^5i>^T#§o 

^l*^^J&i:JCfflVi§Ci:*^T^^o 2 -T^ 7 - 3 - (4 

im'i^(n>MMn^^K\LMM-t^^^\X. lI5Il'-2?iS^ 103-6 mf^wt 

25 
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A-01 


A-02 


A-03 


2-7i;-3-(4-7' ntV >V -fJP) 7xZ 


0.1 g 


0.1 g 


0.1 g 


0.1 g 


mmnm 












1.5 g 


1.5 g 


1.5 g 


1.5 g 




0. 005g 


0. 005g 


0. 005g 


0. 005g 




0.1 5g 












0. 15g 






mw -)!' 






0.1 5g 


0.02g 






MM. 


MM 




±s 


100 fflL 


100 mL 


100 nL 


100 mL 


PH 


7.0 


7.0 


7.0 


7.0 


60*0-41 (%) 


51.3 


63.7 


73.8 


89.6 



mi!}^i^m^t}^tSi^'^iZ. pH7. 0^ 6 0'C. 4jllc::feViT, 5^a^-y-5i?— 
7.^7 U >m^ U 't^zy)VA 0 , U V h 8 0 W.^mm.<omX 2-T 

5/- 3- i4-':Tu^^y^J^)V) :7a:-;v@^m:^hU':7AJ*^^-e^o;^co 
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2 2 - T ^ / - 3 - ( 4 - :/a >y-r ;!/) y x:n;Hf^> h u 

^Bi^4»<D2-T5/-3- (4-yD^:^>y'r;i') y^Lz^mm. 
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A- 04 


A^05 


A— 06 


A— 07 


A— 08 


2-7$;-3-(4-7*dK>V 


0.1 g 


0. r g 


0.1 g 


0.1 g 


0.1 g 








• . • - 












1.1 g 


1.1 g- 


1.1 g 


. 1.1 g 


. l.l g 






1.1 g . • 


1.1 g 


1.1 g 


1.1 g 


1.1 g 




O.OOBg 


0.005g 


0.005g 


0.005g 


0.005g 










- 








0.02 g 


0.05 g 


0.03 g 






m^ym' m'A 40 


• — • 


' 




0.02 g 


0.05 g 


r 'Jk* nR" u'jr XK-30) 


2.0 g 


2.0 g 


2.0 g 


2.0 g 


1.0 g 


If Ymnm 


0.02 g 


0.02 g 


0.02 g 


0.02 g 


0.02 g 




MA 


mm 


MM. 


MM 


113- 

MM 






Mm 


MM 












100 mL 


lOOmL 


100 mL 


100 mL 


100 mL 


PH 




8.17 


8.16 


8.15 


8.19 


8. 19 


60'C-4W 


(%) 


92.6 


90.9 


92.0 


93.4 


93. 1 




pH 


8.15 


8.16 


8. 15 


8. 13 


8. 14 



hV^A^l 0 0%t\^rct^(D. 60*0, 4jl^©2-y^y-3- (4- 
^f}^f3:^'^iZ. pH^8. 2tC:feViT. 0. 0 2, 0. OS^^ZSO. 0 5w 
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/'v%^U^^-^~-)\^^rc\tO. 0 2. 0. 0 5w/v%X5^TU>m^U:t 
^iy)V4 O^m-^VrcflSi^A-O 4. A- 0 5. A- 0 6, A-0 7^J:t)^A 

-os\t. 6 0*0, 4M^^-T^'/-3- (4-:/D^^>V'i';u) :7x— 

2 <DM;^A- 0 4, A- 0 5 :fed;tKA- 0 7 tC-^V^T, Stapbylococcu 
10 J (1^T> ^. aureus t.^^'t^o ), Escherichia Coli (SAT, ^. co/ 

/iK&tB"t"^o PseadoMonas aeruginosa (J^T. P. aeruginosa h^&T^ 
o Candida albicans (J^T, a/A/cai/j <hIil&IBt" )^^ZS Aspergillus 
niger (iUT, A iz/^-er tB&fBT^o ) §B&0^:^(C"Q#^i^b;^o 
^©J^m^^S- 1^, ^3-2^:fe<ttK||3-3^J;:5^"ro 
15 H 3 - 1 ^ 





(CFU/mL) 


A- 04 






mm 


mm 


mm 


mm 


mm 








24 nm^ 


7 am 


14 


21 


28 


S. aureus 


2.1X10' 


3.0X10' 


0 


0 


0 


0 


0 


E. coli 


6.5X10* 


0 


0 


0 


0 


0 


0 


P. aeruginosa 


5.8X10« 


0 


0 


0 


0 


0 


0 


C. albicans 


3.2X105 






0 


0 


0 


0 


A. niger 


1.8X10* 






0 


0 


0 


0 
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(CFU/mL) 

• 




A-t05 • 




■ 






















7 0^ 


14 


21. 


28 B^- 


s. 


aureus 


2.1X10' 


1.7XiO' . 


2. -OX 10! 


0. 


'0 


0 


0 


E. 


coli 


6.5X10" 


0. 


0 


. 0 


0 


0 


0 


P. 


aeruginosa 


5.8X10" 


0 


0 


0 


0 


0 


0 


C. 


albicans 


3.2X10' 






0 


0 


0 


0 


A. 


niger 


1.8X10« 








0 


0 


0 



113-3^ 





Hie (CFU/mL) 


A-07 




mm 




wm 






mm 








24 nrm. 


7 am 


14 


21 am 


28 am 


S. aureus 


2.7X10* 


3. 1X10* 


0 


0 


0 


0 


0 


E. coli 


7.4X10^ 


0 


0 


0 


0 


0 


0 


P. aeruginosa 


8.8X10" 


0 


0 


0 


0 


0 


0 


C. albicans 


4.6X10" 






0 


0 


0 


0 


A. niger 


1.0X10" 






0 


0 


0 


0 



^3-1^. mz-2^^i:.n^^-zm^^m^ii'U^'^\z.. m:^A-o 

4<DW^1^MtW^WM^:^ (European Pharmacopoeia ; EP) ®EP-AS2p 
(criteria A). m:&A-0 5 43J;T>'A-0 7 omMMMtEP -B^m 
(criteria B) iCjl'&T^ d i:}^>^t)di-ofeo 
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mm is. aureus, P. aeruginosa) (D^^Wiifi. ^^816 NPP^^Jc: 1 / 1 0 0 
OT. 24l^f^mfcl/l 0 0 OJBATi::^?). 2 8 B^iC^»^^tti$n7^Vi 

.5 • . MM (C albicans, A. piger) C!>i^®^:!?>^\ .0,^^- 1/1 0 ORT.> . 

EP-BS2P; 

•iail {S. aureus. P. aeruginosa) (D^mM^^ 4PtPB^miCl / 1 0 

SAT, 7 H^lCl/l 0 0 OOTt^^Ox B'^t:nV^)Vi)^^n^y 
10 i:75:SJl.to 

ft® (C. albicans, A. niger) (D^mW^lfl. mUl / 1 O&Tf. 

1 Mm 

2-T^y-3- (4-^u^^>V^)V) :7x:n;n^m-^bUr:7A • 3/2 

15 xKfPi^ 0 • 1 e 

^1^7^ 1. ig 

3}s>^7# 1. Ig 

:^'fb^>1f;i/n-'^A 0. 0 0 5 g 

5^n^-9-#— ;i/ 0. 0 2 g 

20 5}?Ulfzi;i/t!DU F> (K-3 0) 2. Og 

X.^hmi-h^JOA 0. 0 2g 

MMMSiTK ^SlOOmL 



pH8. 17 



25 £-i±o^K:$[)-*fflv>T. "^mz^o m^mt-r^o 
2 M.mm 
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TKfPi^ . ■ 0. 1 g 

Tj^^Wt 1. Ig 

^"^P ...... 1 . 1 g 

^o^-y->}?^;i^ • 0. 0 5g 

#Utf::i;i/trnU K> (K-3 0) 2. Og 

Xxhm:^hU':7A 0. 0 2 g ■ 

i^MMMzK ik«10 0mL 

p H 8 . 16 

2-T5/-3- (4-::^n^:^>y-r;v) 7a:n;^g^m:^^Ut>A • 3/2 



1. 1 g 

1 . 1 g 

it'fb^>if;i'3-'^A 0. 0 0 5 g 

xxy>j>m5i^U:^=^e^;i/4 0 o. 0 2g 

#Ulf::i;i/tfDU H> (K- 3 0) 2. Og 

xx^m:^^U'>i^ o. 0 2g 

mmmmyK ^aioomL 



pH8. 19 
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iiXS0kmiiEm^ m^A0k^ mm^d0k. M-Mfsi^) (Drnm^^'^^r^.^o 
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